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TI Preparation of p-boronophenylalanine derivatives used for neutron capture 
therapy comprises reaction of aromatic amino acid derivatives and 
pinacolboran in presence of palladium catalyst and trialkylamine. 
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NOVELTY - Preparation of p-boronophenylalanine derivatives (111) comprises 
reaction of aromatic amino acid derivatives (I) and pinacolboran (II) in 
the presence of a palladium catalyst and a trialkylamine. 

DETAILED DESCRIPTION - Preparation of p-boronophenylalanine 
derivatives of formula (III) comprises reaction of aromatic amino acid 
derivatives of formula (I) and pinacolboran of formula (II) in the 
presence of a palladium catalyst and a trialkylamine. 

An INDEPENDENT CLAIM is included for p-boronophenylalanine prepared 
by hydrolysis of pinacol residue and deprotection of amino and carboxyl 
groups within (III). 

R1 = amino protecting group; 

R2 = H or an amino protecting group; 

R3 = 1-7C alkyl or 7-8C aralkyl; 

X = I, Br, CI or trifluoromethanesulfonyloxy; or 

R2+R3 = methyl (sic) or carbonyl. 

USE - For neutron capture therapy. 

ADVANTAGE - Effective introduction of boron atom in phenylalanine 
derivatives. 
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